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1. 



of ERp-selective ligands for production of medicaments for regulating fertility 
with or without additional use of follicular sex steroids. 



ass-: 



OS 



tea': 

rui 



2. Use o^ERp-selective agonists according to claim Ifor treatment of female 
infertility; 

3. Use accordir^o claim 2 to support IVF (in vitro fertilisation) in connection with in 
vivo treatment. 

4. Use according to claihq2 for treatment of females which are suffering from ovarian 
infertility (PCO syndror 

^ Use for treatment of ovarian^lure associated with aging. 

6. Use of ERp-selective antagonist^ccording to claim_1_for ovarian contraception. 

7. Use according to claim^or inhibitinVfolliculogenesis. 

8. Use according to claim g^r inhibiting epilation. 

9. Use according to claim 6 to inhibit preirfi^lantational development of ovulated 
oocytes. 

10. Use of ERp-selective ligands according to clairVl for production of medicaments 
- for regulating fertility without additional use of follSjIar sex steroids. 

11 . Use of ERp-selective ligands according to claim 10 Kjr producUon of medicaments 
for regulating fertility without additional use of a proges^sin. 

12. 17-Chloro-D-homosteroic|s of general formula I 



a- 
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which 

R^n^eans a hydrogen atom or a alkancyl radical or benzoyl radical, 
Rj rneans a alky! group, 

Ra means a hydrogen atom, a alkyi radical. C,^ alkanoyi radical or benzoylyl 
radial, and 

- R, mean^ hydrogen atom, a alkyI radical, a C„F2„*, group, in which n = 1, 2 or 
3. or a O^Rs group, in which Rg is a hydrogen atom, a alkyI radical or an 
unsubstitut^dor substituted phenyl radical. 

13. Compounds of general formula I according to claim 12, namely 

M, 1 7-Chloro-1 7aa-ethinyP^7a, 1 8a-dihomo-estra-1 ,3,5(1 0),1 6-tetraene-3. 1 7ap-diol 

Si 7-chloro-1 7ao-propinyl- l^a, 1 8a-dlhomo-estra-1 ,3,5(1 0), 1 6-tetraene-3. 1 7a|3-diol 

W| "'7-chIoro-13p-ethyl-17aa-methyl-17a.iaa-dihomo-estra-1.3,5(lo).i6-tetraene- 
p 3,17ap-diol \ 

1 7ap-acetoxy-17-chloro-17aa-nnethyl-1 7a. 18a-dihomo-estra-1 .3 5(1 0) 1 6-tetraene-3- 

°' \ 

17-chloro-l7aa-(tnfluoromethyl)-17a 18a-dihomo-estra-1,3.5(10),16-tetraene-3,l7ap- 
nJ diol . \ 

gj 1 7-chloro-17aa-(pentafluorQethyl)-17a, 1^a-dihomo-estra-1,3,5{10),16-tetraene- 

W 3,17ap-diol \ 

17-chloro-17aa-methyl-17ap-(methoxy)-17Vl8a-dihomo-estra-1 ,3,5(1 0).16.tetraene- 
. 3-ol \ 

17-chloro-17a-homoestra-1,3.5(10),16-tetraener3,17ap-diol 

17-chloro^17aa-(trif!uoromethyl)-17a-homoestra-1,A5(10),16-tetraene-3,.17ap-diol 
17-chloro-l7aa-(pentafluoroethyl)-17a-homoestra-1v.3,5(10).16-tetraen6-3,17ap.diol 
1 7-chloro-i7aa-methyM7a-homoestra- 1 ,3.5(1 0). 16-4traene-3. 17ap-diol 
17-chloro-17act-ethyl-l7a-homoestra-1,3.5(10).16-tetra\e-3,17ap-diol 



1 7-chloro-17aa-ethinyl-1 7a-homoestra-1 ,3,6(1 d) . 1 6-tetraene-3, 1 7ap-diol 

9 Arv« 



aen, 

17-chloro-17aa-propinyl-17a-homoestra-1.3,5(ia),l6-tetraer^e-3,17ap-diol 

17-chloro-l7aa-(trifluoromethyl).17a-homoestra.1.3,5(10),16-\traene-3.17ap-dioi. 
diacetate 

1 7ap-acetoxy-1 7-chloro-1 7aa-(trifluoromethyl)-1 7a-homoestra-1 ,^(i O). 1 S-tetraene- 
3-ol 

1 7-chloro-1 7ap-methoxy-1 7aq-(trifluoromethyl)-l 7a-homoestra-1 .3.5(\). i6-tetraene- 
3-OI 
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i^^chIoro-(1 7aa)-21 -(4'-methylsulfonylphenyl)-1 7a, 1 8a-dihomogona-1 ,3,5(1 0). 1 6- 
3en-20-yne-3, 1 Tap-diol 

17-ch{oro-(17aa)-21-(phenyl)-13p-methyl-17a-homogona-1.3,5(10)J6-tetr^^ 
yne-3j\ap-diol 

1 7-chloro-^7aa)-2 1 -(4'-cyanophenyl)-1 3p-methyl-1 7a-homogona-1 .3.5(1 0), 1 6- 
t©traen-2Q-yne-3, 1 7ap-djol 

17-chloro-(17aa)^1-(4''acetylaminophenyl)-i3p-methyl-17a-h^ 
tetraen-20-yne-3J7ap-diol cw^ 

17-chloro-(l7aa)-21-(Vhydroxyphenyl)-l3p-methyl-17a-homogona-^ 
tetraen-20-yne-3, 1 7ap-dii 

14- Process for the productior^\pf 17-chloro-D-homosteroids of the general formula 1 
according to claim 12 



OR. 



RiO 




characterized in that a 17-chloro-1,3,5(10),16-tetraene-17-one of general formula 



bUHtKlNU Hb h'H i tN 1 1 - 
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RiO 





in which 

Ri means a hydrogen atom, a Ci-6 alkyi radical, a/Cvs alkanoyi radical or benzoyl 
radical. 

R2 means a Ci^ alkyI gr^oup, 

is converted with a magnesium-organic reagent of general formula BrMg alkyI, BrMg 
alkenyl or BrMg alkinyl or with acetylene or an alkyI- or aryl-substituted acetylene 
in the presence of bases such as;?terl-BuOK or with a lithium-organic compound 
such i^"LiC2F5 or with a sillcon^ganic compound such as trifluoromethyl 
trimethylsilane into a 17aa-seibstituted compound of general formula III. 



OR3 




(III) 



5r 



in which Rj/\s a hydrogen atomra'Ci.e alkyl7adi"cal or Ci.s alkanoyi radical or benzoyl 
radical, and is a Cls alky! group, R3''is:a hydrogen atom, 3 metal atom or a silyj^ 
group, and R4 is a hydrogen atom, a Ci:6"alkyl group, a C„F2n*^ group, in which n = 
1^2 or 3, or is a CsCRs group, in which R5 is a hydrogen atom, a alky! radical 
or an unsubstituted or substituted phenyl radical, 
whereby in the case of Rg = hydrogen, the free 17aa-ethinyl compound of general 
formula III Is further modified by a SONAGASHIRA reaction to form compounds 
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irfth Rs = CbH^Rs, in which Re stands for a free or substituted hydroxyl group, 
art^no group, thiol group, sulfamate group, sulfony! group or a C^e alkyi group or 
Ce-Aaryf group. 

15. Procesk according to claim J4^ wherein compounds of fonnula III, in which Ri is a 
Ci,6 alkylVadical, are converted by ether cleavage into the free hydroxyl group. 

16. Process accWding to claim IVwherein compounds of formula III, in which R, is 
an acyl radicaXare converted by ether. cleavage into the free hydroxyl group. 

17. Process according\to claim JI4,. wherein compounds of formula III, in which R3 is a 
hydrogen atom. are\onverted in a way that is known in the art into ethers or 
esters. 

18. Use of the compounds of ^neral formula I according to claim 12 for the 
production of pharmaceuticalSagents for contraception in women. 

19. Use of the compounds of generahfomnula I according to claim 12 for the 
production of pharmaceutical agentkfor contraception in menT^ 

20. Use of the compounds of general formul^l according to claim 12 for the 
production of pharmaceutical agents for treeing benign or malignant proliferative 
diseases of the ovary. 

21. Use according to claim 19 for treating ovarian canckr. 



22. Use according to claim 19 for treating granulosa cell tumoi>^ 

23. Pharmaceutical compositions that contain^ least one compound according to 
claim 12 or 13. as well as a pharmaceutically compatible vehicle. 

24. Pharmaceutical compositions accoMIng to claim Jt2, which in.addition to at least 
one compound of general formufe I according to claim 1 contain at least one 
compound that is selected frofrl the group of GnRH antagonists, progesterone 
receptor antagonists, mespprogestins, gestagens or tissue-selective gestagens. 



